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Claims 

1. A pharmaceutical composition for the treatment of obesity, compulsive 
overeating, or to promote or facilitate weight loss comprising: 

(a) a nicotinic receptor partial agonist or a pharmaceutically acceptable salt 

5 thereof; 

(b) a CB-1 receptor antagonist or pharmaceutically acceptable salt thereof; and 

(c) a pharmaceutically acceptable carrier; 

wherein the active agents "a" and "b" above are present in amounts that render the 
composition effective in treating obesity, compulsive overeating or promoting or facilitating 
10 weightless. 

2. The pharmaceutical composition according to Claim 1, wherein said CB-1 
receptor antagonist is selected from: 1-[9-(4-chloro-phenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]- 

3- ethylamino-azetidine-3-carboxylic acid amide; 1-[9-{4-chloro-phenyl)-8-(2-chlorophenyi)-9H- 
purin-6-yl]-3-ethylamino-azetidine-3-carboxylic acid amide; 1-[9-(4-chlorophenyl)-8-(2- 

15 chlorophenyl)-9H-purin-6-yl]-3-isopropylaminoazetidine-3-carboxylic acid amide; 1-{1-[9-(4- 
chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-4-phenylpiperidin-4-yl}-ethanone; {3-[9-(4- 
chlorophenyl)-8-(2,4-dichlorophenyl)-9H-purin-6-yl]-3-(1a,5a.6a)-azablcyclo[3.1.0]hex-6-yO 
dimethylamine; 6-(1-benzylpyrrolidin-3-yloxy)-9-(4-Ghlorophenyl)-8-(2.4-dichlorophenyl)-9H- 
purine; 9-(4-chlorophenyl)-6-(1-cyclohexylazetidin-3-yloxy)-8-(2,4-dichlorophenyl)-9H-purine; 

20 6-tert-butoxy-9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H-purine; 9-{4-chlorophenyl)-8-(2,4- 
dichlorophenyl)-6-isopropoxy-9H-purine; 1-[9-(4-chlorophenyl)-8-(2,4-diGhlorophenyl)-9H- 
purin-6-yl]-4-propyIaminopiperidlne-4-carboxylic acid amide; 1-[9-(4-chlorophenyl)-8-(2- 
fluorophenyl)-9H-purin-6-yl]-4-propylaminopiperidine-4-carboxylic acid amide; 1-[9-(4- 
chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-4-propylaminopiperidine-4-carboxylic acid 

25 amide; 1-[9-(4-chlorophenyl)-8-(2-fluorophenyl)-2-methyl-9H-purin-6-yl]-4- 
isopropylaminopiperidine-4-carboxylic acid amide; 1 -[9-(4-chIorophenyl)-8-(2-chlorophenyl)- 
9H-purin-6-yl]-4-pyrrolidin-1 -yl-piperidine-4-carboxylic acid amide; 1 -[9-(4-chlorophenyl)-8-(2- 
chlorophenyl)-9H-purin-6-yl]-4-ethyIamino-piperidine-4-carboxylic acid amide; 1-[9-(4- 
chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-4-isopropylaminopiperidine-4-carboxyllc acid 

30 amide; 8-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-1 -isopropyl-1 ,3,8- 

tria2aspiro[4.5]decan-4-one; 9-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-1-methyl- 

4- oxa-1,9-diazaspiro[5.5]undecan-2-one; 8-[9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H- 
purin-6-yl]-1 -isopropyl-1 ,3,8-triazaspiro[4.5]decan-4-one; 1 -[9-(4-chlorophenyl)-8-(2- 
chlorophenyl)-9H-purin-6-yl]-4-(4-fluorophenyl)-piperidin-4-ol; 1-[9-(4-chlorophenyl)-8-(2- 

35 chlorophenyl)-9H-purin-6-yl]-4-phenylpiperidin-4-ol; 4-benzyl-1-[9-(4-chlorophenyl)-8-(2- 
chlorophenyl)-9H-purin-6-yl]-piperidin-4-ol; 4-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H- 
purin-6-yl]-piperazine-2-carboxyllc acid methylamide; 9-(4-chlorophenyl)-8-(2,4- 
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dichlorophenyl)-6-(4-pyridin-2-yl-plperazin-1-yl)-9H-purine; and 9-(4-chlorophenyl)-8-(2,4- 
dlchlorophenyl)-6-(4-pyrimidin-2-yl-piperazin-1-yl)-9H-purine; 1-[9-(4-chlorophenyl)-8-(2- 
fluorophenyl)-9H-purin-6-yl]-4-isopropylamino-piperidine-4-carboxylic acid amide; 1-[9-(4- 
chlorophenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-4-isopropylamino-piperidine-4-carboxylic acid 
5 amide; 4-amino-1-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-piperidine-4- 
carboxylic acid amide; 1-[9-(4-chlorophenyl)-8-(2-chIorophenyl)-9H-purin-6-yl]-4-ethylamino- 
piperidine-4-carboxyIic acid amide; 8-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-1- 
isopropyI-1.3,8-triazaspiro[4.5]decan-4-one; 4-amino-1-[9-(4-chloro-piienyl)-8-(2- 
chlorophenyl)-9H-purin-6-yl]-piperidine-4-carboxylic acid amide; and 1-[9-(4-chlorophenyl)-8- 
10 (2-chlorophenyl)-9H-purin-6-yl]-4-ethylaminopiperidine-4-carboxylic acid amide; and a 
pharmaceuticaily acceptable salt thereof or a solvate or hydrate of said compound or said 
salt. 

3. The pharmaceutical composition according to claim 1, wherein the CB-1 
receptor antagonist is selected from: 7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methyl-4-(4- 

1 5 methylpiperazin-1 -yl)-pyrazolo[1 ,5-a][1 .3.5]triazine; 7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 
methyl-4-(4-pyrimidin-2-ylpiperazin-1 -yl)-pyrazolo[1 ,5-a][1 ,3,5]triazine; 7-(2-chlorophenyl)-8- 
(4-chlorophenyl)"4-[(1S,4S)-5-methanesulfonyl-2.5-diazabicycIo[2.2.1]hept-2-yl]-2- 
methylpyrazolo[1 ,5-a][1 ,3,5]trlazjne; and 7-(2-chIorophenyl)-8-(4-chlorophenyl)-2-methyl-4-[4- 
(propane-2-sulfonyl)-piperazin-1 -yl]-pyrazolo[1 ,5-a][1 ,3,5]triazine; 1 -[7-(2-chlorophenyl)-8-(4- 

20 chlorophenyl)-2-methylpyrazolo[1.5-a][1,3,5]triazin-4-yl]-4-methylaminopiperidine-4-carboxylic 
acid amide; 1-[7-(2-chlorophenyl)-8-(4-fluorophenyl)-2-methyIpyrazoIo[1 ,5-a][1 ,3,5]triazin-4- 
yl]-4-ethylaminopiperidine-4-carboxy[lc acid amide; 1 -[7-(2-chlorophenyl)-8-(4-chlorophenyl)- 
2-methylpyrazolo[1 ,5-a][1,3,5]triazin-4-yl]-4-ethylaminopiperidine-4-carboxylic acid amide; 1- 
[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1 ,3,5]triazin-4-yl]-4- 

25 isopropylaminopiperidine-4-carboxylic acid amide; 1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)- 
2-methylpyrazolo[1 .5-a][1 ,3.5]triazin-4-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 1- 
[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazoIo[1,5-a][1,3,5]triazin-4-yl]-3- 
isopropylaminoazetidine-3-carboxylic acid amide; 3-amino-1-[7-(2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-azetidine-3-carboxylic acid amide; 1 - 

30 [7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-3- 

methylaminoazetidine-3-carboxylic acid amide; and 1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)- 
2-methylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-3-dimethylaminoazetidine-3-carboxylic acid amide; 
1 -{1 -[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1 ,5-a][1 .3,5]triazin-4-yl]-4- 
phenylpiperidin-4-yl}-ethanone; 3-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 

35 methylpyrazolo[1 ,5-a][1 ,3.5]triazin-4-yl]-3-azabicyclo[3.1 .0]hex-6-ylamine; 1 -[7-(2- 

chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1 .3.5]triazin-4-yl]-4-(4-fluorophenyl)- 
piperldin-4-ol; 4-benzyl-1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1.5- 
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a][1,3,5]triazin-4-yI]-piperidin-4-ol; 2-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 
methylpyrazolo[1,5-a][1.3,5]triazin-4-yl]-5-methyl-2,5J-trlazaspiro[3.4]octan-8-one; 2-[7-(2- 
chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1 ,3,5]triazin-4-yl]-2.5,7- 
triazaspiro[3.4]octan-8-one; 8-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5- 
5 a][1 ,3,5]triazin-4-yl]-1 -isopropyl-1 ,3.8-triazaspiro[4.5]decan-4-one; 2-[7-(2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyrazolo[1.5-a][1,3.5]triazin-4-yI]-6,6-dimethyl-2,5,7- 
triazaspiro[3.4]octan-8-one; 4-(1-benzylpyrrolldin-3-y!oxy)-7-(2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyrazolo[1,5-a][1.3.5]triazine; 7-(2-chlorophenyl)-8-(4-chlorophenyl)-4- 
(1 -cycIohexyla2etidin-3-yloxy)-2-methylpyrazoIo[1 ,5-a][1 ,3,5]triazine; 7-(2-chlorophenyl)-8-(4- 

1 0 chlorophenyl)-4-isopropoxy-2-methylpyrazolo[1 ,5-a][1 ,3,5]triazine; and 4-tert-butoxy-7-(2- 
chlorophenyI)-8-(4-chlorophenyl)-2-methylpyrazolo[1.5-a][1.3.5]triazine; butyK7-(2- 
chloropheny!)-8-(4-chlorophenyl)-2-methyIpyrazolo[1.5-a][1,3,5]triazin-4-yI]-amin 7-(2- 
chlorophenyl)-8-(4-chlorophenyl)-2-methyl-4-piperidin-1 -yl-pyrazolo[1 ,5-a][1 ,3,5]triazlne; [7- 
{2-chlorophenyl)-8-(4-chlorophenyI)-2-methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-[^^ 

15 fluorophenyl)-ethyl]-amlne; 7-(2-chlorophenyI)-8-(4-chlorophenyl)-2-methyl-4-morpholin-4-yI- 
pyrazolo[1 .5-a][1 ,3.5]triazlne; and [7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 

methylpyrazolo[1 .5-a][1 ,3,5]triazin-4-yl]-(2-morpholin-4-yl-ethyl)-amlne; 1 -[7-(2-chIorophenyl)- 
8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazln-4-yl]-4-ethylamino 
carboxylic acid amide; 1 -[7-(2-chlorophenyl)-8-(4-chlor9phenyl)-2-methylpyrazolo[1 ,5- 

20 a][1,3,5]triazin-4-yl]-3-ethy!aminoazetidine-3-carboxylic acid amide; 1-[7-(2-chlorophenyl)-8- 
(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-3--isopropylamlnoazetidine-3- 
carboxylic acid amide; 3-amlno-1 -[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 
methyIpyrazolo[1 ,5-aJ[1 ,3,5]triazin-4-yl]-azetidine-3-carboxylic acid amide; and 8-[7-(2- 
chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-1 -isopropyl-1 ,3.8- 

25 triazaspiro[4.5]decan-4-one; and a pharmaceutically acceptable salt thereof or a solvate or 
hydrate of said compound or said salt. 

4. The pharmaceutical composition according to claim 1, wherein said CB-1 
receptor antagonist is selected from: 3-(4-chlorophenyl)-2-(2-chlorophenyl)-7-(4-methyl- 
piperazin-1-yl)-pyrazolo[1.5-a]pyrimidine; 3-(4-chlorophenyl)-2-(2-chlorophenyl)-7-(4- 

30 pyrimidin-2-yl-piperazin-1 -yl)-pyra2olo[1 ,5-a]pyrimidine; 3-(4-chloro-phenyl)-2-(2- 
chlorophenyl)-7-[(1S,4S)-5-methanesulfonyl-2,5-diazabicyclo[2.2.1]hept-2-yl]-pyrazolo[1,5- 
a]pyrimidine; and 3-(4-chlorophenyl)-2-(2-chlorophenyl)-7-[4-(propane-2-sulfonyl)-piperazin- 
1 -yl]-pyrazolo[1 .5-a]pyrimidine; 1 -[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1 ,5- 

a]pyrimidin-7-yl]-4-ethylaminopiperidine-4-carboxylic acid amide; 1-[3-(4-chlorophenyl)-2-(2- 

35 chlorophenyl)-pyrazolo[1,5-a]pyrlmldin-7-yl]-4-isopropylaminopiperidine-4-carboxylic acid 
amide; 1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidln-7-yl]-3- 
ethylaminoazetidine-3-carboxylic acid amide; 3-amino-1 -[3-(4-chlorophenyl)-2-(2- 
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chlorophenyl)-pyrazolo[1 ,5-a]pyrimidin-7-yl]-azetidine-3-carboxylic acid amide; 1 -[3-(4- 
chlorophenyl)-2-(2-chlorophenyi)-6-metliylpyrazolo[1,5-a]pyrimidin-7-yl]-3- 
ethylaminoazetidine-S-carboxylic acid amide; 1-[3-(4-chlorophenyl)-2-{2-chlorophenyl)- 
pyrazoio[1 ,5-a]pyrimidln-7-yl]-3-isopropylaminoazetidine-3-carboxylic acid amide; 1 -[3-(4- 
5 chlorophenyl)-2-(2-chlorophenyl)-5,6-dimetliylpyrazolo[1,5-a]pyrimidin-7-yl]-3-etliylamino- 

azetidine-3-carboxyIlc acid amide; 1 -[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1 ,5- 
a]pyrimidin-7-yl]-3-methylaminoazetidine-3-carboxylic acid amide; 1-[3-(4-clilorophenyl)-2-(2- 
chlorophenyl)-5-metliylpyrazolo[1,5-a]pyrimidin-7-yl]-3-ethylaminoazetldine-3-carboxylic acid 
amide; 1 -{1 -[3-(4-chlorophenyl)-2-(2-clilorophenyl)-pyrazolo[1 ,5-a]pyrimidln-7-yll-4- 

1 0 phenylpiperidln-4-yl}-ethanone; 3-[3-(4-c[ilorophenyl)-2-(2-chlorophenyl)-pyra2olo[1 ,5- 

a]pyrimidin-7-yl]-3-(1a,5a.6a)-azabicyclo[3.1.0]hex-6-ylamine; 1-[3-(4-ch!orophenyl)-2-(2- 
clilorophenyl)-pyrazolo[1 .5-a]pyrimidin-7-yl]-4-(4-fluorophenyl)-piperidin-4-ol; 4-benzyl-1 -[3-(4- 
clilorophenyl)-2-{2-chlorophenyl)-pyra20lo[1,5-alpyrimidin-7-yl]-piperidin-4-ol; 8-[3-(4- 
clilorophenyI)-2-(2-chlorophenyl)-pyrazolo[1 ,5-a]pyrimidin-7-yl]-1 -lsopropyl-1 ,3,8- 

1 5 triazaspiro[4.5]decan-4-one; 2-[3-(4-chIorophenyl)-2-(2-chlorophenyl)-pyrazolo[1 .5- 

a]pyrimidin-7-yl]-2.5,7-triazaspiro[3.4]octan-8-one; 8-[3-(4-chlorophenyl)-2-(2-chlorophenyl)- 
6-methylpyrazolo[1,5-a]pyrimidin-7-yI]-1-isopropyl-1,3,8-triazaspiro[4.5]decan-4-one; 2-[3-(4- 
chlorophenyl)-2-(2-chIorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-5-methyl-2,5,7- 
triazaspiro[3.4]octan-8-one; 7-(1-benzyIpyrrolidin-3-yloxy)-3-(4-cliIoroplienyl)-2-(2- 

20 clilorophenyl)-pyrazolo[1 .5-a]pyrimidine; and 3-(4-chlorophenyl)-2-(2-clilorophenyl)-7-(1 - 
cyclohexylazetidin-3-yloxy)-pyra2olo[1,5-a]pyrimidine; 1-[3-(4-chlorophenyl)-2-(2- 
chlorophenyl)-pyrazolo[1,5-a]pyrimldin-7-yl]-4-ethylaminopiperidlne-4-carboxyllc acid amide; 
1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-4- 
isopropylaminopiperidine-4-carboxylic acid amide; and 1 -[3-(4-chlorophenyl)-2-(2- 

25 chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 
and a pliarmaceutically acceptable salt thereof or a solvate or hydrate of said compound or 
said salt. 

5. The pharmaceutical composition according to claim 1. wherein said CB-1 
receptor antagonist is selected from: 5-(4-chloro-phenyl)-3-(5-cycIohexyl-1H-imidazol-2-yl)-1- 

30 (2,4-dichloro-phenyI)-4-methyl-1H-pyrazole; 5-(4-chioro-phenyl)-3-(2-cycIohexyI-3H-imidazol- 
4-yl)-1 -(2,4-dichloro-phenyl)-4-methyl-1 H-pyrazoIe; 5-(4-chloro-phenyl)-1 -(2,4-dichloro- 

phenyl)-4-methyl-3-[1 -(1 -methyl-1 -phenyl-ethyl)-1 H-imidazol-4-yl]-1 H-pyrazole; 5-(4-chloro- 
phenyl)-1 -(2-chloro-phenyl)-4-methyl-3-[1 -(1 -phenyl-ethyl)-1 H-imidazol-4-yl]-1 H-pyrazole; 5- 
(4-chloro-phenyl)-1-(2-fluoro-phenyl)-4-methyl-3-[1-(1 -methyl-1 -phenyl-ethyl)-1H-imidazol-4- 

35 yl]-1 H-pyrazole; 5-{4-chloro-phenyl)-1 -(2-chloro-phenyl)-3-[1 -(2,2-dimethyl-tetrahydro-pyran- 
4-yl)-1 H-imidazol-4-yl]-4-methyl-1 H-pyrazole: 5-{2-(2,4-dichloro-phenyl)-4-methyl-5-[1 -(1 - 
methyl-1 -phenyl-ethyl)-1 H-imidazol-4-yl]-2H-pyrazol-3-yl}-2-methoxy-pyridine; and 1 -(2- 
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chIoro-phenyl)-5-(4-chloro-phenyl)-4-methyl-3-[1 -(1 -methyl-1 -phenyl-ethyl)-1 H-imidazol-4-yl]- 
1 H-pyrazole; and a pharmaceutically acceptable salt thereof or a solvate or hydrate of the 
compound or the salt. 

6. The pharmaceutical composition according to claim 1. wherein said CB-1 
5 receptor antagonist is selected from: 1-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl-1H- 
pyrazol-3-yl]-2-piperidin-1-yl-ethanone; 1-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl- 
1 H-pyrazol-3-yl]-2-morpholin-4-yl-ethanone; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4- 
methyl-1H-pyrazol-3-yl]-2-[4-(1 -methyl-1 H-pyrrole-2-carbonyl)-piperazin-1-yl]-ethanone; 1-[5- 
(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-[4-(1 -methyl- 

10 cyclopropanecarbonyl)-piperazin-1-yl]-ethanone; N-(1-{2-[5-(4-chloro-phenyl)-1-(2-chloro- 
phenyl)-4-methyl-1H-pyrazol-3-yl]-2-oxo-ethyl}-piperldin-4-yl)-2,2,2-trifluoro-acetamide; 1-[5- 
(4-chloro-phenyl)-1-(2-fluoro-phenyl)-4-methyl-1H-pyrazol-3-yl]-2-morpholin-4-yl-ethanone; 1- 
[5-(4-chloro-phenyl)-1 -(2-fluoro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-piperidin-1 -yl-ethanone; 
1 -[5-(4-chloro-phenyl)-1 -(2-fluoro-phenyl)-4-methyl-1 H-pyrazol-3-ylJ-2-(4-trifluoroacetyl- 

1 5 piperazin-1 -yl)-ethanone; 1 -[1 -(2-chloro-phenyl)-5-(4-chloro-phenyl)-4-methyl-1 H-pyrazol-3- 
yl]-2-pyrrolidin-1 -yl-ethanone; 1 -[1 -(2-chloro-phenyl)-5-(4-chloro-phenyl)-4-methyl-1 H-pyrazol- 

3- yl]-2-[1 ,4]oxazepan-4-yl-ethanone; and 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl- 
1H-pyrazol-3-yl]-2-(1-oxa-8-aza-spiro[4.5]dec-8-yl)-ethanone; and a pharmaceutically 
acceptable salt thereof, or a solvate or hydrate of the compound or the salt. 

20 7. The pharmaceutical composition according claim 1, wherein said CB-1 

receptor antagonist is selected from: 2-(benzyl-isopropyl-amino)-1-[1-(2-chloro-phenyl)-5-(4- 
chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-ethanol; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)- 

4- methyl-1 H-pyrazol-3-yl]-2-(3,5-dimethyl-piperidin-1 -yl)-ethanol; 1 -{2-[1 -(2-chloro-phenyl)-5- 
(4-chloro-phenyl)-4-methyl-1H-pyrazol-3-yl]-2-hydroxy-ethyl}-4-isopropylamino-piperldine-4- 

25 carboxylic acid amide; 1-[5-(4-chloro-phenyl)-1-{2-chloro-phenyl)-4-methyl-1H-pyrazol-3-yl]-2- 
(3,3-dimethyl-piperidin-1 -yl)-ethanol; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H- 
pyrazol-3-yI]-2-piperidin-1 -yl-ethanol; and 1 -[5-{4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl- 
1H-pyrazol-3-yl]-2-morpholin-4-yl-ethanol; and a pharmaceutically acceptable salt thereof, or 
hydrate of the compound or the salt, 

30 8. The pharmaceutical composition according to claim 1 wherein said CB-1 

receptor antagonist is selected from: 2-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyI-1H- 
pyrazol-3-yl]-4-cycIohexyl-morpholine; 2-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl- 
1H-pyrazol-3-yl]-4-(propane-2-sulfonyl)-morpholine; 2-[5-(4-chloro-phenyl)-1-(2-chloro- 
phenyl)-4-methyl-1 H-pyrazol-3-yl]-4-(toluene-4-sulfonyl)-morpholine; 1 -{2-[1 -(2-chloro- 

35 phenyl)-5-(4-chloro-phenyl)-4-methyl-1H-pyrazol-3-yl]-morpholin-4-yl}-2-methyl-propan-1-one; 
and 2-[1-(2-chloro-phenyl)-5-(4-chloro-phenyl)-4-methyl-1H-pyrazol-3-yI]-4-(4-trifluoromethyl- 
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benzyl)-morpholine; and a pharmaceuticatly acceptable salt thereof or a solvate or hydrate of 
the compound or the salt. 

9. The pharmaceutical composition according claim 1, wherein said CB-1 
receptor antagonist Is selected from: 1-[1-(4-chloro-phenyl)-2-(2,4-dichloro-phenyl)-5-methyl- 

5 1 H-imlda2ol-4-yl]-2-piperldln-1 -yl-ethanone and 1 -[1 -(4-chloro-phenyl)-2-(2,4-dlchloro-phenyl)- 
5-methyl-1 H-lmida2ol-4-yl]-2-morpholin-4-yl-ethanone; and a pharmaceutically acceptable salt 
thereof, a or a solvate or hydrate of the compound, or the salt. 

10. The pharmaceutically composition according to Claim 1, wherein said 
nicotinic receptor partial agonist is selected from: 

10 9-bromo-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-chloro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-fluoro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-ethyl-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2-a][1 ,5]diazocln-8-one; 

9-methyl-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrldo[1 ,2-a][1 ,5]diazocin-8-one; 
1 5 9-phenyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]dlazocin-8-one; 

9-vlnyl-1 .2,3.4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-bromo-3-methyl-1 .2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 



one; 



20 one; 



one; 



one; 



one; 



3-benzyl-9-bromo-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 
3-benzyl-9-chloro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 



9-acetyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 

9-iodo-1 ,2,3.4.5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocln-8-one; 
25 9-cyano-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocin-8-one; 

9-ethynyl-1 ,2.3,4,5.6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 

9-(2-propenyl)-1 ,2,3,4, 5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 

9-(2-propyl)- 1 ,2,3,4, 5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]dia20cin-8-one; 

9-carbomethoxy-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 
30 9-carboxyaldehyde-1 .2.3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 



9-(2,6-difIuorophenyl)-1 ,2,3.4,5.6-hexahydro-1 ,5-methano-pyrido[1 .2a][1 ,5]diazocin-8- 



9-phenyl-i .2.3,4,5.6-hexahydro-1 ,5-methano-pyrldo[1 ,2a][1 .5]dlazocln-8-one; 
35 9-(2-fluorophenyl)-1 ,2.3.4.5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 
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9-(4-fluorophenyl)-1 ,2,3.4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 .5]diazocin-8- 

one; 

9-(3-fluorophenyl)-1 ,2,3,4.5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-(3,5-difluorophenyl)-1 ,2.3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-(2,4-difluorophenyl)-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9- (2,5-difluorophenyl)-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

6-methyl-5-oxo-6,13-diazatetracyclo[9.3.1.0^'^°.0*®]pentadeca-2(10),3.8-triene; 

5- 0X0-6.1 3-diazatetracyclo[9.3.1 .0^'^°.0*®]pentadeca-2(1 0),3,8-triene; 

6- 0x0-5,7, 1 3-trlazatetracyclo[9.3. 1 .0^'^°.0*®]pentadeca-2(1 0),3,8-triene; 
4.5-difluoro-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3.5-triene; 
5-fluoro-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3.5-triene-4-carbonitrile; 

4- ethynyl-5-fluoro-1 0-aza-tricyclo[6.3. 1 .0^'^]dodeca-2(7).3,5-triene; 

5- ethynyl-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7).3,5-triene-4-carbonitri!e; 

6- methyl-5-thia-5-dioxa-6.1 3-diazatetracyclo[9.3.1 .0^*^°.0'*°]pentadeca-2(1 0).3,8- 

triene; 

1 0- aza-trlcyclo[6.3. 1 .0^-^]dodeca-2(7),3,5-triene; 
4-fluoro-1 0-aza-tricyclo[6.3.1 .0^'^]dodeca-2(7),3,5-trlene; 
4-methyl-1 0-aza-tricyclo[6.3. 1 .0^'^]dodeca-2(7),3.5-triene; 
4-trifluoromethyl-1 0-aza-tricyclo[6.3. 1 .0^'^]dodeca-2(7).3.5-triene; 

4- nitro-1 0-azatricyclo[6.3.1 .0^-^]dodeca-2(7).3,5-triene; 

7- methyl-5,7,1 3-triazatetracyclo[9.3. 1 .0^*^°.0'*'^pentadeca-2(1 0),3,5,8-tetraene; 
6-methyl-5,7,13-trlazatetracyclo[9.3.1.0^"^^0''®]pentadeca-2(10),3,5.8-tetra^ 
6J-dimethyl-57,134riazatetracyclo[9.3.1.0^'^^0^'®]pentadeca-2(10).3.^ 
6-methyl-7-phenyl-5,7,13-triazatetracyclo[9.3.1.0^'^^0'*®]pentadeca-2(10).3.^ 

tetraene; 

67-dimethyl-5,8J4-triazatetracyclo[10.3.1.0^'^\0'*'^]hexadeca-2(11),3,57,9-pen^ 
5,8, 14-triazatetracyclo[1 0.3.1 .0^'^\0'^'®]hexadeca-2(1 1 ),3,5.7,9-pentaene; 
14-methyl-5,8,14-triazatetracyclo[10.3.1.0^"^\0'*'^hexadeca-2(11).3,5,7,9-pentae 

5- oxa-7,13-diazatetracyclo[9.3.1.0^'^*^.0^®]pentadeca-2(10),3,6,8-tetraene; 

6- methyl-5-oxa-7,1 3-dlazatetracyclo[9.3.1 .0^'^°.0^'®]pentadeca-2(1 0),3,6.8-tetraene; 
4-chloro-1 0-azatricyclo[6.3.1 .0^*^]dodeca-2(7).3,5-triene; 
10-azatricyclo[6.3.1 .0^'^]dodeca-2(7),3.5-trien-4-yl cyanide; 
1-(10-azatricycloI6.3.1.0^'^]dodeca-2(7),3,5-trlen-4-yl)-1-ethanone; 
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1 0- azatricyclo[6.3. 1 .0^'^]dodeca-2(7),3,5-trien-4-ol; 

7-methyl-5-oxa-6J3-diazatetracyclo[9.3.1.0^*^°.0^^]pentadeca-2,4(8).6,9-tetraen 

4.5- dichloro-1 0-azatricyclo[6.3. 1 .0^*^]dodeca-2(7),3.5-triene; 
1 1 -a2atricycIo[7.3.1 .0^'^]trideca-2(7).3.5-triene-5-carbonitrile; 
1-[11-azatricyclo[7.3.1.0^'^]trideca-2(7),3.5-trien-5-yl]-1-ethanone; 

I- [11-azatricyclo[7.3.1.0^'^]trideca-2(7),3.5-trien-5-yl]-1-propanone; 

4- fluoro-11-a2atricyclo[7.3.1.0^'^]trideca-2(7),3,5-triene"'5-carbonitrile; 

5- fluoro-11-azatricyclo[7.3.1.0^'^]trideca-2(7).3,5-trlene-4-carbonitrile; 

6- methyl-7-thia-5J4-diazatetracyclo[10.3.1.0^'^°.0^'®]hexadeca-2(10),3,5,8-te^^^ 
6-methyl-57J4-triazatetracyclo[10.3.1.0^-^°.0^®]hexadeca-2(10).3.5.8-tetraen 
6.7-dimethyl-5,7.14-triazatetracyclo[1 0.3.1 .0^*^°.0^®]hexadeca-2(1 0).3.5.8-tetraene; 
5,7. 1 4-triazatetracyclo[1 0.3. 1 .0^'^°.0'*®]hexadeca-2(1 0),3,5.8-tetraene; 

5.6- dimethyl-5J,14.triazatetracyclo[10.3.1.0^'^°0^*^hexadeca-2(10),3.^ 

5- methyl-57,1 4-triazatetracyclo[1 0.3.1 .0^'^°.0^®]hexadeca-2(1 0),3,6.8-tetrae 

6- (trifluoromethyI)-7-thia-5J4-diazatetracyclo[10.3.1.0^'^°.0'*'*]hexadeca-2(1^ 
tetraene; 

5,8J5-triazatetracyclo(11.3.1.0^'^\0'*'®)heptadeca-2(11).3.5.7,9-pentaene; 

7- methyl-5,8,1 5-triazatetracyclo[1 1 .3.1 .0^'^\0'*'®]heptadeca-2(1 1 ),3,5,7,9-pentaene; 

6- methyl-5,8,1 5-triazatetracyclo[1 1 .3.1 .0^'^\0^'®]heptadeca-2(1 1 ),3,5,7,9-pentaene; 
6 J-dimethyl-5,8.15-triazatetracycIo[1 1 .3.1 .0^*^\0^'®]heptadeca-2(1 ^ 

pentaene; 

7- oxa-5.14-diazatetracyclo[10.3.1.0^'^°.0'*®]hexadeca-2(10),3,5,8-tetraene; 
6-methyl-7-oxa-5J4-diazatetracyclo[10.3.1.0^'^°.0^'®]hexadeca-2(10),3,5.8-tetraene; 

5- methyl-7-oxa-6,14-diazatetracyclo[10.3.1,0^'^°.0'*'®]hexadeca-2(10).3.5.8-tetraene; 

6- methyl-5-oxa-7,14-diazatetracyclo[10.3.1.0^'^°.0'*'®]hexadeca-2(10).3.6.8-tetraene; 

7- methyl-5-oxa-6J4-diazatetracycIo[10.3.1.0^'^°.0'*'^]hexadeca-2(10),3,6,8-tetraene; 

4.5- difluoro-11-a2atricyclo[7.3.1.0^'^]trideca-2(7),3.5-triene; 

4- chIoro-5-fluoro-1 1 -a2atricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 

5- chloro-4-fluoro-11-azatrlcyclo[7.3.1.0^'^]trideca-2(7),3.5-trlene; 

4- (1-ethynyI)-5-fluoro-11-a2atricyclo[7.3.1.0^'^]trideca-2(7),3,5-triene; 

5- (1 -ethynyl)-4-fluoro-1 1 -azatricyclo[7.3.1 .0^'^]trideca-2(7),3.5-triene; 

5.6- difluoro-1 1-a2a-tricyclo[7.3.1 .0^'^]trldeca-2.4,6-triene; 

6- trifluoromethyl-1 1 -aza-tricyclo[7.3.1 .0^''']trideca-2,4.6-triene; 
e-methoxy-l 1 -aza-tricycIo[7.3. 1 .0^'^]trideca-2(7),3,5-trlene; 

1 1- aza-tricyclo[7.3.1 .0^'^]trideca-2(7).3.5-trien-6-ol; 
6-fluoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 

I I- aza-tricyclo[7.3.1 .0^'^]trideca-2(7).3,5-trien-5-ol; 
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4- nitro-l 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3.5-triene; 

5- nitro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 

5- fIuoro-1 1-aza-tricyclo[7.3.1 .0^*^]trideca-2(7).3,5-triene; 

6- hydroxy-5-methoxy-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; and 
their pharmaceutically acceptable salts and their optical isomers. 

1 1 . The pharmaceutical composition according to Claim 10 wherein said nicotinic 
receptor partial agonist is selected from: 

9-bromo-1 .2,3,4, 5.6-hexahydro-1 ,5-methano-pyrido[1 .2-a][1 ,5]diazocin-8-one; 
9-chloro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 
9-fluoro-1 ,2,3,4, 5,6-hexahydro-1 ,5-methano-pyrido[1 .2-a][1 ,5]diazocin-8-one; 
9-acetyl-1 ,2,3.4.5,6-hexahydro-1 ,5-methano-pyrldo[1 ,2a][1 ,5]diazocln-8-one; 
9-iodo-1 ,2,3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 
9-cyano-1 ,2,3,4.5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 .5]diazocin-8-one; 
9-carbomethoxy-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrldo[1 ,2a][1 ,5]diazocin-8-one; 
9-carboxyaldehyde-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-(2.6-difluorophenyl)-1 ,2,3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-phenyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 

9- (2-fluorophenyl)-1 ,2,3,4,5.6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

6-methyl-5-thia-5-dioxa-6,1 3-diazatetracyclo[9.3.1 .0^*^°.0*'®]pentadeca-2(1 0),3,8- 

triene; 

4-fluoro-1 0-aza-tricyclo[6.3.1 .0^'^]dodeca-2(7),3.5-triene; 
4-trifIuoromethyl-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 

4- nitro-1 0-azatricyclo[6.3.1 .0^'^]dodeca-2(7),3,5-triene; 

6-methyl-5,7, 1 3-triazatetracyclo[9.3. 1 .0^'^°.0'*'®]pentadeca-2(1 0),3,5,8-tetraene; 
6,7-dimethyl-5,8,14-triazatetracyclo[10.3.1.0^*^\0'*'^]hexadeca-2(11),3,5.7,9-pentaene; 
5,8,1 4-triazatetracyclo[1 0.3.1 .0^'^ ^ .0'^®]hexadeca-2(1 1 ),3,5,7,9-pentaene; 

5- 0X3-7,1 3-diazatetracyclo[9. 3. 1.0^'^°.0'*'®]pentadeca-2(10),3, 6, 8-tetraene; 

6- methyl-5-oxa-7.13-diazatetracyclo[9.3.1.0^'^°.0'^'®]pentacleca-2(10).3,6,8-tetraene; 

10- azatricyclo[6.3.1 .0^"^]dodeca-2{7).3.5-trien-4-yl cyanide; 

I -(1 0-azatricyclo[6.3. 1 .0^'^]dodeca-2(7).3.5-trien-4-yl)-1 -ethanone; 

I I -azatricyclo[7.3, 1 .0^'^]trideca-2(7),3.5-triene-5-carbonltrile; 
1-[11-azatricyclo[7.3.1.0^'^]trideca-2(7),3,5-trlen-5-yl]-1-ethanone; 
1-[1 1-azatricyclo[7.3.1 .0^'^]trideca-2(7).3,5-trien-5-yl]-1 -propanone; 
4-fluoro-1 1 -azatricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene-5-carbonitrile; 
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5- fluoro-11-azatrlcyclo[7.3.1.0^'^]trideca-2(7).3,5-triene-4-carbonitriIe; 

6- methyl-7-thia-5J4-diazatetracyclo[10.3.1.0^*^°.0'^®]hexadeca-2(10),3,5.8-te^^ 
6-methyl-57.14-trlazatetracyclo[10.3.1.0^'^*^.0^®]hexadeca-2(10).3,5.8-tetr^^ 
6J-dimethyl-5J,14-triazatetracyclo[10.3.1.0^*^°.0^®]hexadeca-2(10).3.5,84et^^^ 

5 6-methyl-7-oxa-5,1 4-diazatetracyclo[1 0.3.1 .0^'^°.0'*®]hexadeca-2(1 0),3,5.8-tetraene; 

6-methyl-5-oxa-7J4-diazatetracyclo[10.3.1.0^'^°.0^'®]hexadeca-2(10).3.6,8-tetraen 
5,6-difluoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2,4,6-triene; 
6-trifluoromethyl-1 1 -aza-tricyclo[7.3.1 .0^'^]trideca-2,4.6-triene; 
6-methoxy-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 
10 6-fluoro-11-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3.5-triene; 

1 1 -aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-trien-5-ol, and their pharmaceutically 
acceptable salts and their optical Isomers thereof. 

12. A method of treating obesity, overeating, and/or facilitating or promoting 
weight loss in a mammal comprising administering to said mammal respectively an anti- 

1 5 obesity attenuating effective amount of a pharmaceutical composition comprising 

(a) a nicotinic receptor partial agonist or a pharmaceutically acceptable salt 
thereof; and 

(b) a CB-1 receptor antagonist or a pharmaceutically acceptable salt thereof; 
wherein the active ingredients (a) and (b) are present in amounts that render the 

20 composition effective in the treatment of obesity, compulsive overeating or an overweight 
condition. 

13. The method according to claim 12, wherein said CB-1 receptor antagonist is 
selected from: 1-[9-(4-chloro-phenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-3-ethylamino- 
azetidine-3-carboxyllc acid amide; 1-[9-(4-chloro-phenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-3- 

25 ethylamino-azetidine-3-carboxylic acid amide; 1-[9-(4-chIorophenyl)-8-(2-chlorophenyl)-9H- 
purin-6Tyl]-3-lsopropylamlnoazetidine-3-carboxylic acid amide; 1-{1-[9-(4-chlorophenyl)-8-(2- 
chlorophenyl)-9H-purln-6-yl]-4-phenylplperidin-4-yl}-ethanone; {3-[9-(4-chlorophenyl)-8-(2,4- 
dichlorophenyl)'-9H-purin-6-yl]-3-(1a,5a,6a)-azabicyclo[3.1.0]hex-6-yl}-dimethylamine; 6-(1- 
benzylpyrrolidin-3-yloxy)-9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H-purine; 9-(4- 

30 chlorophenyl)-6-(1-cycIohexylazetidin-3-yloxy)-8-(2,4-dichlorophenyI)-9H-purine; 6-tert- 
butoxy-9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H-purine; 9-(4-chlorophenyl)-8-(2,4- 
dichlorophenyl)-6-isopropoxy-9H-purine; 1-[9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H- 
purin-6-yl]-4-propylaminopiperldine-4-carboxylic acid amide; 1-[9-(4-chlorophenyl)-8-(2- 
fluorophenyl)-9H-purin-6-yl]-4-propylaminopiperidine-4-carboxylic acid amide; 1-[9-(4- 

35 chlorophenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-4-propylaminopiperidine-4-carboxyllc acid 
amide; 1-[9-(4-chlorophenyI)-8-(2-fluorophenyl)-2-methyl-9H-purin-6-yl]-4- 
isopropylaminopiperldine-4-carboxyllc acid amide; 1 -[9-(4-chlorophenyl)-8-(2-chlorophenyl)- 



^0- 

9H-purin-6-yl]-4-pyrrolldin-1-yl-piperidine-4-carboxylic acid amide; 1-[9-(4-cliloroplienyl)-8-(2- 
chiorophenyl)-9H-purin-6-yl]-4-etliylamino-piperidine-4-carboxyiic acid amide; 1-[9-(4- 
chloroplienyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-4-isopropylamlnopiperidine-4-carboxyli acid 
amide; 8-[9-{4-clilorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-1 -isopropyl-1 ,3.8- 

5 tria2aspiro[4.5]decan-4-one; 9-[9-(4-clnlorophenyl)-8-(2-chlorophenyl)-9H-purin-6-yl]-1-methyl- 
4-oxa-1.9-diazaspiro[5.5]undecan-2-one; 8-[9-(4-chlorophenyl)-8-(2,4-dichlorophenyl)-9H- 
purin-6-yl]-1 -isopropyl-1 ,3.8-tria2aspiro[4.5]decan-4-one; 1 -[9-(4-chlorophenyl)-8-(2- 

chlorophenyl)-9H-purln-6-yl]-4-(4-fluorophenyl)-piperidin-4-ol; 1-[9-(4-chloroplieny!}-8-(2- 
chlorophenyl)-9H-purln-6-yl]-4-phenylpiperidin-4-ol; 4-benzyl-1-[9-(4-chloroplienyl)-8-(2- 

10 chlorophenyl)-9H-purln-6-yI]-piperldjn-4-ol; 4-[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purin- 
6-yl]-piperazine-2-carboxylic acid methylamide; 9-{4-chlorophenyl)-8-(2,4-dichlorophenyl)-6- 
(4-pyridin-2-yl-piperazin-1-yl)-9H-purine; and 9-(4-chlorophenyl)-8-(2,4-dichIorophenyl)-6-(4- 
pyrimidin-2-yl-piperazin-1-yl)-9H-purlne; 1-[9-(4-chlorophenyl)-8-(2-fIuorophenyl)-9H-purin-6- 
yl]-4-isopropylamino-piperidine-4-carboxylic acid amide; 1-[9-(4-c[ilorophenyl)-8-(2- 

15 cliloroplienyl)-9H-purln-6-yl]-4-isopropylamino-piperidine-4-carboxylic acid amide; 4-amino-1- 
[9-(4-chlorophenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-piperidine-4-carboxylic acid amide; 1-[9- 
(4-chIorophenyl)-8-(2-chlorophenyl)-9H-purln-6-yl]-4-ethylamino-piperidine-4-carboxylic acid 
amide; 8-[9-(4-chlorophenyl)-8-(2-cliIorophenyl)-9H-purin-6-yl]-1 -isopropyl-1 ,3,8- 

triazaspiro[4.5]decan-4-one; 4-amino-1-[9-(4-chloro-phenyl)-8-(2-chIorophenyl)-9H-purin-6-yI]- 

20 piperidine-4-carboxylic acid amide; and 1-[9-(4-cliloroplienyl)-8-(2-chlorophenyl)-9H-purin-6- 
yl]-4-ethylaminopiperidine-4-carboxylic acid amide; and a pharmaceutically acceptable salt 
thereof or a solvate or hydrate of said compound or said salt. 

14, The method according to claim 12, wherein the CB-1 receptor antagonist is 
selected from 7-{2-chlorophenyl)-8-(4-chlorophenyl)-2-methyl-4-(4-methylpiperazin-1-yl)- 

25 pyra20lo[1,5-a][1,3,5]triazine; 7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methyl-4-(4-pyrimidin- 
2-ylpiperazin-1 -yl)-pyrazolo[1 ,5-a][1 ,3,5]triazine; 7-(2-chlorophenyl)-8-(4-chlorophenyl)-4- 
[(1S.4S)-5-methanesulfonyl-2.5-diazabicyclo[2.2.1]hept-2-yl]-2-methylpyrazolo[1,5- 
a][1.3.5]tnazine; and 7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methyl-4-[4-(propane-2- 
sulfonyl)-piperazin-1-yl]-pyrazolo[1,5-a][1,3,5]triazine; 1-[7-(2-chlorophenyl)-8-(4- 

30 chlorophenyl)-2-methylpyrazolo[1,5-a][1 ,3,5]triazin-4-yl]-4-methylaminopiperidine-4-carboxyIic 
acid amide; 1 -[7-(2-chlorophenyl)-8-(4-fluorophenyl)-2-methylpyrazolo[1 .5-a][1 ,3,5]triazin-4- 
yl]-4-ethylaminopiperidine-4-carboxylic acid amide; 1 -[7-(2-chlorophenyl)-8-(4-chlorophenyl)- 
2-methylpyrazolo[1 ,5-a][1 .3,5]triazin-4-yl]-4-ethylaminopiperidine-4-carboxyIic acid amide; 1- 
[7-{2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyra2olo[1,5-a][1.3,5]triazin-4-yl]-4- 

35 isopropylaminopiperidine-4-carboxylic acid amide; 1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)- 
2-methylpyrazolo[1 .5-a][1 ,3.5]triazin-4-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 1- 
[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1.5-a][1,3,5]triazin-4-yl]-3- 
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isopropylaminoazeticline-3-carboxylic acid amide; 3-amino-1-[7-(2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-azetldine-3-carboxylic acid amide; 1 - 
t7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-3- 
methylaminoazetidine-3-carboxylic acid amide; and 1-[7-(2-cliloroplienyl)-8-(4-chlorophenyl)- 
5 2-metliylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-3-dimethylamlnoazetidine-3-carboxylic acid amide; 
1 -{1 -[7-(2-chloroplienyl)-8-(4-chlorophenyI)-2-methyIpyrazolo[1 ,5-a][1 .3,5]triazin-4-yl]-4- 
phenylpiperidin-4-yl}-ethanone; 3-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 
methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-3-azabicyclo[3.1.0]hex-6-ylamine; 1-[7-(2- 
chloropheny!)-8-(4-chIorophenyl)-2-methylpyrazoIo[1,5-a][1 ,3,5]triazin-4-yl]-4-(4-fluorophenyl)- 

10 piperidin-4-ol; 4-benzyl-1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5- 
a][1,3,5]tria2in-4-yl]-piperidin-4-ol; 2-[7-(2-chloroplienyl)-8-(4-clilorophenyl)-2- 
metliyIpyra2olo[1,5-a][1.3.5]tria2in-4-yl]-5-methyl-2,5,7-triazaspiro[3.4]octan-8-one; 2-[7-(2- 
chloroplienyl)-8-(4-clilorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazin-4-yl]-2^ 
triazaspiro[3.4]octan-8-one; 8-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1.5- 

1 5 a][1 ,3.5]triazin-4-yl]-1 -isopropyl-1 ,3,8-triazaspiro[4.5]decan-4-one; 2-[7-(2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyra20lo[1,5-a][1 .3,5]triazin-4-yl]-6,6-dimethyl-2,5,7- 
triazaspiro[3.4]octan-8-one; 4-(1-benzylpyrrolidin-3-yloxy)-7-{2-chlorophenyl)-8-(4- 
chlorophenyl)-2-methylpyrazolo[1,5-a][1.3.5]triazine; 7-(2-chIorophenyl)-8-(4-chlorophenyI)-4- 
(1-cyclohexyIazetidin-3-yloxy)-2-methylpyrazolo[1,5-a][1,3.5]triazine; 7-(2-clilorophenyl)-8-(4- 

20 chlorophenyl)-4-isopropoxy-2-methylpyrazolo[1 ,5-a][1 ,3,5]triazine; and 4-tert-butoxy-7-(2- 
chloroplienyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1,3,5]triazine; butyl-[7-(2- 
chlorophenyl)-8-(4-clilorophenyl)-2-methylpyrazolo[1.5-a][1,3,5]triazin-4-yl]-amine; 7-(2- 
chIoroplienyl)-8-(4-chlorophenyl)-2-methyl-4-piperidin-1-yl-pyrazolo[1,5-a][1,3,5]triazine; [7- 
(2-chlorophenyl)-8-(4-clilorophenyl)-2-methylpyrazolo[1.5-a][1,3.5ltriazin-4-yl]-[2-(4- 

25 fluoroplienyl)-ethyl]-amine; 7-(2-chlorophenyl)-8-(4-clilorophenyl)-2-methyl-4-morpholin-4-yl- 
pyrazolo[1 ,5-a][1 ,3,5]triazine; and [7-(2-chlorophenyl)-8-(4-chlorophenyl)-2- 

methylpyrazolo[1 ,5-a][1 ,3,5]triazin-4-yl]-(2-morpholin-4-y!-ethyl)-amine; 1 -[7-(2-GhlorophenyI)- 
8-(4-chlorophenyl)-2-methylpyrazolo[1,5-a][1 ,3,5]triazin-4-yl]-4-ethylamlnopiperidine-4- 
carboxylic acid amide; 1-[7-(2-chlorophenyl)-8-(4-chlorophenyl)-2-methylpyrazolo[1,5- 

30 a][1 ,3,5]triazin-4-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 1-[7-(2-chlorophenyl)-8- 
(4-clilorophenyI)-2-metliylpyrazolo[1.5-a][1,3,5]triazln-4-yl]-3-isopropyIaminoazetidine-3- 
carboxylic acid amide; 3-amino-1-[7-(2-chlorophenyl)-8-(4-clilorophenyl)-2- 
methylpyrazolo[1 ,5-a][1 .3.5]triazin-4-yl]-azetidine-3-carboxylic acid amide; and 8-[7-(2- 
chloropiienyl)-8-(4-clilorophenyI)-2-methylpyrazolo[1 ,5-a][1 ,3,5]trlazin-4-yl]-1 -isopropyl-1 .3,8- 

35 triazaspiro[4.5]decan-4-one; and a pharmaceutically acceptable salt thereof or a solvate or 
hydrate of said compound or said salt. 



-42- 



15. The method according to claim 12, wherein said CB-1 receptor antagonist is 
selected from: 3-(4-chlorophenyl)-2-(2-chlorophenyl)-7-{4-methyl-piperazin-1-yl)-pyra2olo[1 ,5- 
a]pyrimidine; 3-(4-chlorophenyl)-2-(2-chlorophenyl)-7-(4-pyrimidin-2-yl-piperazin-1-yl)- 
pyrazolo[1 ,5-a]pyrimidine; 3-(4-chloro-phenyl)-2-(2-chlorophenyl)-7-[(1 S,4S)-5- 

5 methanesulfonyl-2,5-diazabicyclo[2.2.1 ]hept-2-yl]-pyrazolo[1 ,5-a]pyrimidine; and 3-(4- 
chlorophenyl)-2-(2-chlorophenyl)-7-[4-(propane-2-sulfonyl)-pjperazin-1-yl]-pyrazolo[1,5- 
a]pyrimidine; 1-[3-{4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimldin-7-yl]-4- 
ethylaminopiperidine-4-carboxylic acid amide; 1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)- 
pyrazolo[1 ,5-a]pyrimidin-7-yl]-4-isopropylaminopiperidine-4-carboxylic acid amide; 1 -[3-(4- 

10 chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yi]-3-ethylaminoazetidine-3- 

carboxylic acid amide; 3-amino-1-[3-{4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1.5- 
a]pyrimidin-7-yl]-azetidine-3-carboxylic acid amide; 1 -[3-(4-chlorophenyl)-2-(2-chlorophenyl)- 
6-methylpyrazolo[1 ,5-a]pyrimidin-7-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 1-[3- 
(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-3-isopropylaminoazetidine- 

15 3-carboxylic acid amide; 1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-5.6-dimethylpyrazolo[1,5- 
a]pyrimidin-7-yl]-3-ethylamino-azetidine-3-carboxylic acid amide; 1 -[3-(4-chlorophenyl)-2-(2- 
chlorophenyl)-pyrazolo[1 ,5-a]pyrimidin-7-yl]-3-methylaminoazetidine-3-carboxylic acid amide; 
1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-5-methylpyrazolo[1,5-a]pyrimidin-7-yl]-3- 
ethylaminoazetidine-3-carboxylic acid amide; 1-{1-[3-(4-chlorophenyl)-2-(2-clilorophenyl)- 

20 pyrazolo[1,5-a]pyrimidin-7-yl]-4-phenylpiperidin-4-yl}-ethanone; 3-[3-(4-chlorophenyl)-2-(2- 
chlorophenyl)-pyrazo[o[1,5-a]pyrimidin-7-yl]-3-(1a,5a,6a)-azabicyclo[3.1.0]hex-6-ylamine; 1- 
[3-(4-chlorophenyl)-2-(2-chloropheny[)-pyrazolo[1,5-a]pyrimidin-7-yl]-4-(4-fluorophenyl)- 
piperidin-4-ol; 4-benzyl-1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7- 
yl]-piperidin-4-ol; 8-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-1- 

25 isopropyl-1.3,8-triazaspiro[4.5]decan-4-one; 2-[3-(4-chlorophenyl)-2-(2-chlorophenyl)- 
pyrazoIo[1,5-a]pyrimidin-7-yl]-2,5,7-triazaspiro[3.4]octan-8-one; 8-[3-(4-chlorophenyl)-2-(2- 
chlorophenyl)-6-methyIpyra2olo[1,5-a]pyrimidin-7-yl]-1-isopropyl-1,3,8-triazaspiro[4.5]decan- 
4-one; 2-[3-(4-chlorophenyI)-2-{2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-5-methyl-2,5,7- 
triazaspiro[3.4]octan-8-one; 7-(1-benzylpyrrolidin-3-yloxy)-3-(4-chlorophenyl)-2-(2- 

30 cfilorophenyl)-pyrazoIo[1 ,5-a]pyrimidine; and 3-(4-chlorophenyl)-2-(2-chloroplienyl)-7-(1 - 
cyclohexylazetidin-3-yloxy)-pyrazolo[1.5-a]pyrimidine; 1-[3-(4-chiorophenyl)-2-(2- 
chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-4-ethylamlnopiperidine-4-carboxylic acid amide; 
1-[3-(4-chlorophenyl)-2-(2-chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-4- 
isopropylaminopiperidine-4-carboxyllc acid amide; and 1 -[3-(4-chlorophenyl)-2-(2- 

35 chlorophenyl)-pyrazolo[1,5-a]pyrimidin-7-yl]-3-ethylaminoazetidine-3-carboxylic acid amide; 
and a pharmaceutically acceptable salt thereof or a solvate or hydrate of said compound or 
said salt. 



-43- 

16. The method according to claim 12, wherein said CB-1 receptor antagonist is 
selected from: 5-(4-chloro-phenyl)-3-(5-cyclohexyl-1 H-imidazol-2-yl)-1-{2,4-dichloro-phenyl)- 
4-methyl-1 H-pyrazole; 5-(4-chloro-phenyl)-3-(2-cyclohexyl-3H-imidazol-4-yl)-1-(2,4-dichloro- 
phenyl)-4-methyl-1 H-pyrazole; 5-(4-chloro-phenyl)-1 -(2,4-dichloro-phenyl)-4-methyl-3-[1 -(1 - 

5 methyl-1 -phenyl-ethyl)-1 H-lmidazol-4-yl]-1 H-pyrazole; 5-(4-chloro-phenyl)-1 -(2-chloro- 

phenyl)-4-methyl-3-[1-(1-phenyl-ethyI)-1H-imidazol-4-yl]-1 H-pyrazole; 5-(4-chloro-phenyl)-1- 
(2-fluoro-phenyl)-4-methyl-3-[1 -(1 -methyl-1 -phenyl-ethyl)-1 H-imidazol-4-yl]-1 H-pyrazole; 5-(4- 
chloro-phenyl)-1-(2-chloro-phenyl)-3-[1-(2,2-dlmethyl-tetrahydro-pyran-4-yl)-1H-imidazol-4-yl]- 
4-methyl-1 H-pyrazole: 5-{2-(2,4-dichloro-pheny!)-4-methyl-5-[1 -(1 -methyl-1 -phenyl-ethyl)-1 H- 
10 imidazol-4-yl]-2H-pyrazol-3-yl}-2-methoxy-pyridlne; and 1-(2-chloro-phenyl)-5-(4-chloro- 
phenyl)-4-methyl-3-[1 -(1 -methyl-1 -phenyl-ethyl)-1 H-imidazol-4-yl]-1 H-pyrazole; and a 
pharmaceutically acceptable salt thereof or a solvate or hydrate of the compound or the salt. 

17. The method according to claim 12, wherein said CB-1 receptor antagonist is 
selected from: 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2- 

1 5 piperidin-1 -yl-ethanone; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]- 
2-morpholin-4-yl-ethanone; 1-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl-1H-pyrazol-3- 
yl]-2-[4-(1 -methyl-1 H-pyrroIe-2-carbonyl)-piperazin-1-yl]-ethanone; 1-[5-(4-chloro-phenyl)-1- 
(2-chloro-phenyl)-4-methyl-1H-pyrazol-3-yl]-2-[4-(1-methyl-cyclopropanecarbonyl)-piperazln- 
1-yl]-ethanone; N-(1-{2-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl-1H-pyrazol-3-yl]-2- 

20 oxo-ethyl}-piperidin-4-yl)-2,2,2-trifluoro-acetamlde; 1-[5-(4-chloro-phenyl)-1-(2-fluoro-phenyl)- 
4-methyl-1 H-pyrazol-3-yl]-2-morpholin-4-yl-ethanone; 1 -[5-(4-chloro-phenyl)-1 -(2-fluoro- 
phenyl)-4-methyI-1 H-pyrazol-3-yl]-2-piperldin-1 -yl-ethanone; 1 -[5-(4-chloro-phenyl)-1 -(2- 
fluoro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-(4-trifluoroacetyl-piperazln-1 -yl)-ethanone; 1 -[1 -(2- 
chloro-phenyl)-5-(4-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-pyrrolidin-1 -yl-ethanone; 1 -[1 - 

25 (2-chloro-phenyl)-5-(4-chloro-phenyl)-4-methyMH-pyrazol-3-yl]-2-[1,4]oxazepan-4-yl- 

ethanone; and 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-(1 -oxa- 
8-aza-spiro[4.5]dec-8-yl)-ethanone; a pharmaceutically acceptable salt thereof, or a solvate or 
hydrate of the compound or the salt. 

18. The method according claim 12, wherein said CB-1 receptor antagonist is 
30 selected from: 2-(benzyl-isopropyl-amino)-1-[1-(2-chloro-phenyl)-5-(4-chloro-phenyl)-4- 

methyl-1H-pyrazol-3-yl]-ethanol; 1-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl-1H- 
pyrazol-3-yl]-2-(3.5-dimethyl-piperidin-1-yl)-ethanol; 1-{2-[1-(2-chloro-phenyl)-5-(4-chloro- 
phenyl)-4-methyl-1H-pyrazol-3-yl]-2-hydroxy-ethyl}-4-isopropylamino-piperidine-4-carboxylic 
acid amide; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-2-(3,3- 
35 dimethyl-piperidin-1 -yl)-ethanol; 1 -[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H- 
pyrazol-3-yl]-2-piperidin-1-yl-ethanol; and 1-[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl- 
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1H-pyrazol-3-yl]-2-morpholin-4-yl-ethanol; a pharmaceutically acceptable salt thereof, or a 
solvate or hydrate of the compound or the salt. 

19. The method according to claim 12, wherein said CB-1 receptor antagonist is 
selected from: 2-[5-(4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]-4- 

5 cyclohexyl-morpholine; 2-[5-{4-chloro-phenyl)-1 -(2-chloro-phenyl)-4-methyl-1 H-pyrazol-3-yl]- 
4-(propane-2-sulfonyl)-morphoIlne; 2-[5-(4-chloro-phenyl)-1-(2-chloro-phenyl)-4-methyl-1H- 
pyrazol-3-yl]-4-(toluene-4-sulfony!)-morpholine; 1-{2-[1-(2-chloro-phenyl)-5-(4-chloro-phenyl)- 

4- methyl-1 H-pyrazol-3-yl]-morpholin-4-yl}-2-methyl-propan-1 -one; and 2-[1 -(2-chloro-phenyl)- 

5- (4-chloro-pheny!)-4-methyl-1H-pyrazol-3-yl]-4-(4-trifluoromethyl-benzyl)-morpholine; a 
10 pharmaceutically acceptable salt thereof or a solvate or hydrate of the compound or the salt. 

20. The method according claim 12, wherein said CB-1 receptor antagonist is 
selected from: 1-[1-(4-chloro-phenyl)-2-(2,4-dichloro-phenyl)-5-methyl-1H-imidazol-4-yl]-2- 
piperidin-1 -yl-ethanone and 1 -[1 -(4-chloro-phenyl)-2-(2,4-dichloro-phenyl)-5-methyl-1 H- 
imidazol-4-yl]-2-morpholin-4-yl-ethanone; a pharmaceutically acceptable salt thereof, a or a 

1 5 solvate or hydrate of the compound. 

21. The method according to claim 12, wherein the nicotine partial agonist is 
selected from: 

9-bromo-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrldo[1 ,2-a][1 .5]diazocin-8-one; 

9-chloro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 
20 9-fluoro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-ethyl-1 ,2.3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 .5]diazocin-8-one; 

9-methyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-al[1 .5]diazocin-8-one; 

9-phenyl-1 ,2.3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 .5]diazocin-8-one; 

9-vinyl-1 ,2,3,4.5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 .5]diazocin-8-one; 
25 9-bromo-3-methyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 

one; 

3-benzyl-9-bromo-1 ,2.3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 

one; 

3-benzyl-9-chloro-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8- 

30 one; 

9-acetyl-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 
9-lodo-1 .2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocin-8-one; 
9-cyano-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 
9-ethynyl-1 .2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocin-8-one; 
35 9-(2-propenyl)-1 ,2.3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 

9-(2-propyl)- 1 ,2.3,4.5.6-hexahydro-1 ,5-methano-pyrido[1 .2a][1 ,5]diazocin-8-one; 
9-carbomethoxy-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8-one; 
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9-carboxyaldehyde-1 .2,3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocln-8- 

one; 

9-(2.6-difIuorophenyl)-1 ,2.3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocin-8- 

one; 

9-phenyl-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]dia20Cin-8-one; 
9-(2-fluorophenyl)-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-(4-fIuorophenyl)-1 .2.3,4.5,6-hexahydro-1 .5-methano-pyrido[1 .2a][1 .5]diazocin-8- 

one; 

9-(3-fluorophenyl)-1 ,2.3,4,5.6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]dia20cin-8- 

one; 

9-(3,5-difluorophenyl)-1 ,2,3,4,5.6-hexahydro-1 ,5-nnethano-pyrido[1 ,2a][1 ,5]diazocin-8- 

one; 

9-(2,4-difIuorophenyl)-1 ,2,3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocln-8- 

one; 

9- (2,5-difluorophenyl)-1 ,2,3,4,5.6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 ,5]diazocln-8- 

one; 

6-methyl-5-oxo-6 J 3-diazatetracyclo[9.3.1 .0^'^°.0'*®]pentadeca-2(1 0).3,8-triene; 

5- 0x0-6, 13-diazatetracyclo[9. 3.1. 0^'^°.0'*'®]pentadeca-2(10), 3, 8-triene; 

6- 0x0-5,7, 1 3-triazatetracyclo[9.3. 1 .0^'''°.0'*'^pentadeca-2(1 0),3.8-triene; 
4,5-difluoro-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7).3.5-triene; 
5-fIuoro-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7).3,5-triene-4-carbonitrile; 

4- ethynyl-5-fluoro-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 

5- ethynyl-1 0-aza-tricyclo[6.3. 1 .0^*^]dodeca-2(7),3,5-triene-4-carbonltrile; 

6- methyl-5-thia-5-dioxa-6,1 3-dlazatetracyclo[9.3.1 .0^'^°.0^'®]pentadeca-2(1 0),3.8- 

triene; 

10- aza-trlcyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 
4-fIuoro-10-aza-tncyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 
4-methyl-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 
4-trifluoromethyl-10-aza-tricyclo[6.3.1.0^'^]dodeca-2(7),3,5-triene; 
4-nitro-1 0-azatricycloI6.3.1 .0^'^]dodeca-2(7),3,5-triene; 

7- methyl-5.7,1 3-triazatetracycIo[9.3.1 .0^'^*^.0^'^pentadeca-2(1 0).3,5.8-tetraene; 
6-methyl-5,7,1 3-triazatetracyclo[9.3.1 .0^*^°.0^'®]pentadeca-2(1 0),3,5.8-tetraene; 
67-dinnethyl-5 J J 3-triazatetracyclo[9.3. 1 .0^'^°.0^'^pentadeca-2(1 0).3.5.8-tet^^^ 
6-nriethyl-7-phenyl-57.13-triazatetracyclo[9.3.1.0^-^°.0^®]pentadeca-2(10).^ 

tetraene; 

6,7-dimethyl-5.8,14-triazatetracyclo[10.3.1 .0^'^\0^'^]hexadeca-2(1 1 ),3.5.7.9-pentaene; 
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5,8,14-tria2atetracyclo[10.3.1 .0^'^\0^*^hexadeca-2(1 1 ).3,5.7.9-pentaene; 
14-methyl-5.8.14-triazatetracyclo[10.3.1 .0^'^\0^'®]hexadeca-2(1 1 ),3.5,7.9-pentaene; 

5- oxa-7,13-diazatetracyclo[9.3.1.0^-^°.0^'®]pentadeca-2(10),3,6,8-tetraene; 

6- methyl-5-oxa-7,1 3-diazatetracyclo[9.3.1 .0^'^°.0^-®]pentadeca-2(1 0),3.6.8-tetraene; 
5 4-chloro-1 0-azatricyclo[6.3.1 .0^'^]dodeca-2(7),3.5-triene; 

10-azatricyclo[6.3.1 .0^'^]dodeca-2(7).3.5-'trien-4-yl cyanide; 

1-(10-azatricyclo[6.3.1.0^'^]dodeca-2(7).3.5-trien-4-yl)-1-ethanone; 

10-azatricyclo[6.3.1.0^'^]dodeca-2(7),3,5-trien-4-ol; 

7- methyl-5-oxa-6,13-diazatetracyclo[9.3.1.0^"^°.0'^®]pentadeca-2,4(8).6.9-tetraene; 
1 0 4,5-dlchloro-1 0-azatricyclo[6.3. 1 .0^*^]dodeca-2(7).3.5-triene; 

1 1 -azatrlcyclo[7.3.1 .0^*^]trldeca-2(7),3,5-triene-5-carbonitrile; 

1 -[1 1 -azatricyclo[7.3.1 .0^*^]trideca-2{7),3,5-trien-5-yl]-1 -ethanone; 

1 -[1 1 -azatricyclo[7.3.1 .0^*^]trideca-2{7),3,5-trien-5-yl]-1 -propanone; 

4- fluoro-1 1 -azatricyclo[7.3.1 .0^*^]trideca-2{7).3,5-triene-5-carbonitrile; 
1 5 5-fluoro-1 1 -azatricyclo[7.3.1 .0^*^]trideca-2(7),3,5-triene-4-carbonitrile; 

6-methyl-7-thia-5 J 4-dlazatetracyclo[1 0.3. 1 .0^'^°.0^®]hexadeca-2(1 0),3.5,8-te^^ 

6-methyf-57,14-triazatetracycIo[10.3.1.0^'^°.0^®]hexadeca-2(10),3,5,8-tet^^^ 

6J-dimethyl-5JJ44riazatetracyclo[10.3.1.0^'^°.0'*'^hexadeca-2(10),3,5.8-tet^^^ 

5.7.14- triazatetracyclo[10.3.1,0^'^°.0'*'^]hexadeca-2(10),3,5,8-tetraene; 

20 5,6-dimethyl-5JJ4-triazatetracyclo[10.3.1.0^*^^0'*'^hexadeca-2(10),3,6,8-t^^^ 

5- methyl-57,14-triazatetracyclo[10.3.1.0^'^°.0'*'®]hexadeca-2(10),3,6,8-tet^^^ 

6- (trifluoromethyl)-7-thia-5,14-diazatetracycIo[1 0.3.1 .0^'^°.0^*®]hexadeca-2(1 0),3,5.8- 
tetraene; 

5.8.1 5- triazatetracyclo[1 1 .3.1 .0^-^Vo'*'®]heptadeca-2(1 1 ).3,5,7,9-pentaene; 

25 7-methyl-5.8,1 5-triazatetracyclo[1 1 .3.1 .0^'^\0*®]heptadeca-2(1 1 ),3.5.7,9-pentaene; 

6- methyl-5,8.1 5-triazatetracyclo[1 1 .3.1 .0^-^\0'*'®]heptadeca-2(1 1 ),3,5,7,9-pentaene; 
6,7-dimethyl-5,8.1 5-triazatetracyclo[1 1 .3.1 .0^'^Vo'*'^]heptadeca-2(1 1 ).3.5.7.9- 

pentaene; 

7- oxa-5,14-diazatetracyclo[10.3.1.0^'^°.0'*-^hexadeca-2(10),3,5,8-tetraene; 

30 6-methyl-7-oxa-5,14-diazatetracyclo[10.3.1.0^'^°.0'*'®]hexadeca-2(10),3,5,8-tetraen 

5- methyl-7-oxa-6J4-dlazatetracyclo[10.3.1.0^-^^0^®]hexadeca-2(10).3,5,8-tet^^^ 

6- methyl-5-oxa-7,14-diazatetracyclo[10.3.1.0^'^°.0^®]hexadeca-2(10).3,6,8-tetraen 

7- methyl-5-oxa-6,14-diazatetracyclo[10.3.1.0^'^^.0^'®]hexadeca-2(10).3,6.8-tetraene; 
4.5-difluoro-1 1-azatricyclo[7.3.1 .0^'^]trideca-2(7).3.5-triene; 

35 4-chloro-5-fluoro-1 1 -a2atricyclo[7.3. 1 .0^'^]trideca-2(7),3,5-triene; 

5-chloro-4-fluoro-1 1 -azatricyclo[7.3. 1 .0^'^]trideca-2(7),3,5-triene; 
4-(1 -ethynyl)-5-fluoro-1 1 -azatricycIo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 
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5- (1 -ethynyl)-4-fluoro-1 1 -azatricyclo[7.3.1 .0^'^]trideca-2(7),3.5-triene; 
5.6-dlfluoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2,4,6-triene; 

6- trifluoromethyl-1 1 -aza-tricyclo[7.3. 1 .0^*^]trideca-2,4,6-triene; 
6-methoxy-1 1-aza-tricyclo[7.3.1 .0^'^]trldeca-2(7),3.5-triene; 

5 1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7).3,5-trien-6-ol; 

6-fIuoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 
1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-trien-5-ol; 

4- nltro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7).3,5-triene; 

5- nitro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 
10 5-fluoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7),3,5-triene; 

6- hydroxy-5-methoxy-11-aza-tricyclo[7.3.1.0^'^]trldeca-2(7),3,5-triene 
and a pharmaceutically acceptable salt and an optical isomer thereof. 

22. The method according to claim 12, wherein the nicotine partial agonist Is 
selected from: 

1 5 9-bromo-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2-a][1 ,5]diazocin-8-one; 

9-chloro-1 ,2,3,4,5.6-hexahydro-1 ,5-methano-pyrldo[1 ,2-a][1 ,5]diazocln-8-one; 

9-fluoro-1 ,2,3,4.5,6-hexahydro-1 .5-methano-pyrldo[1 ,2-a][1 ,5]diazocin-8-one; 

9-acetyl-1 ,2,3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocln-8-one; 

9-iodo-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrido[1 .2a][1 ,5]diazocin-8-one; 
20 9-cyano-1 ,2,3.4.5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]dlazocin-8-one; 

9-carbomethoxy-1 ,2.3,4,5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocln-8-one; 

9-carboxyaIdehyde-1 .2.3.4,5.6-hexahydro-1 ,5-methano-pyrido[1,2a][1 ,5]dlazocln-8- 



one; 
25 one; 

one; 
30 triene; 



9-(2,6-difluorophenyl)-1 ,2,3,4,5,6-hexahydro-1 ,5-methano-pyrldo[1 .2a][1 ,5]dlazocln-8- 

9-phenyl-1 ,2,3,4, 5,6-hexahydro-1 ,5-methano-pyrido[1 ,2a][1 .5]diazocin-8-one; 
9-(2-fluorophenyl)-1 ,2,3,4.5,6-hexahydro-1 .5-methano-pyrido[1 ,2a][1 ,5]diazocin-8- 

6-methyl-5-thia-5-dioxa-6,1 3-diazatetracyclo[9.3.1 .0^'^°.0'*'®]pentadeca-2(1 0).3,8- 

4-fluoro-1 0-aza-tricyclo[6.3.1 .0^'^]dodeca-2(7).3,5-triene; 
4-trlfluoromethyl-10-aza-tricyclo[6.3.1.0^^]dodeca-2(7),3,5-triene; 

4- nitro-1 0-azatrlcyclo[6.3. 1 .0^'^]dodeca-2(7),3.5-trlene; 

6-methyl-5.7,1 3-triazatetracyclo[9.3.1 .0^"^°.0^'®]pentadeca-2(1 0),3.5.8-tetraene; 
35 6.7-dimethyl-5.8,14-trlazatetracyclo[1 0.3.1 .0^'^\0^'^hexadeca-2(1 1 ).3.5,7,9-pentaene; 

5.8.14-triazatetracyclo[10.3.1 .0^'^\0'*'®]hexadeca-2(1 1 ),3.5,7.9-pentaene; 

5- oxa-7,13-diazatetracyclo[9.3.1.0^'^°.0'*'^pentadeca-2(10),3,6,8-tetraene; 
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6-methyl-5-oxa-7,1 3-diazatetracyclo[9.3.1 .0^'^°.0^*^pentadeca-2(1 0),3.6.8-tetraene; 

10- azatricyclo[6.3.1 .0^'^]dodeca-2(7),3,5-trien-4-yl cyanide; 
1-(10-azatricyclo[6.3.1.0^*^]dodeca-2(7).3.5-trlen-4-yl)-1-ethanone; 
1 1 -azatricyclo[7.3.1 .0^*^]trideca-2(7).3,5-triene-5-carbonitrile; 

1 -[1 1 -azatricyclo[7.3. 1 .0^'^]trideca-2(7).3,5-trien-5-yl]-1 -ethanone; 
1-[11-azatricyclo[7.3.1.0^*^]trideca-2(7),3,5-trien-5-yl]-1-propanone; 

4- fIuoro-1 1 -azatricyclo[7.3.1 .0^'^]trideca-2(7),3.5-triene-5-carbonitrile; 

5- fIuoro-1 1-azatricyclo[7.3.1.0^'^]trideca-2(7).3,5-trlene-4-carbonitriIe; 

6- methyl-7-thia-5J4-diazatetracyclo[10.3.1.0^'^^0^*®]hexadeca-2(10),3,5.8-te^^^ 
6-methyl-5JJ4-triazatetracyclo[10.3.1.0^'^^0^®]hexadeca-2(10),3,5.8-tetraen 
67-dimethyl-57J4-triazatetracyclo[10.3.1.0^'^'^.0^®]hexadeca-2(10),3,5 
6-methyl-7-oxa-5 J 4-diazatetracyclo[1 0.3.1 .0^'^°.0^®]hexadeca-2(1 0),3,5,8-tetraene; 
6-methyl-5-oxa-7 J 4-diazatetracyclo[1 0.3.1 .0^'^*'.0'*'®]hexadeca-2(1 0),3,6,8-tetraene 
5.6-difIuoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2.4.6-trlene; 

6-trlfIuoromethyl-1 1 -aza-tricyclo[7.3. 1 .0^'^]trideca-2,4.6-triene; 
6-methoxy-1 1-aza-tricyclo[7.3.1 .0^'^]trldeca-2(7).3,5-trlene; 
6-fluoro-1 1-aza-tricyclo[7.3.1 .0^'^]trideca-2(7).3,5-trlene; 

11- aza-tricycIo[7.3,1 .0^*^]trideca-2(7),3,5-trien-5-ol; and the pharmaceutically 
acceptable salts and optical isomers thereof. 

23. The method according to claim 12, wherein the nicotinic receptor partial 
agonist and the CB-1 receptor antagonist are administered substantially simultaneously. 

24. A pharmaceutical composition according to claim 1 for treating a disorder or 
condition selected from the group consisting of disorders and conditions in which obesity or 
an overweight condition predominates, including Type 2 diabetes mellitus, hypertension, 
dyslipidemia and increased mortality in a mammal, the method comprising: 

(a) a nicotinic receptor partial agonist or a pharmaceutically acceptable salt 

thereof; 

(b) a CB-1 receptor antagonist or a pharmaceutically acceptable salt thereof; and 

(c) a pharmaceutically acceptable carrier; 

wherein the active agents "a" and "b" above are present in amounts that render the 
composition effective in treating such disorder or condition. 

25. A method of treating a disorder or condition according to claim 12 selected 
from the groups of disorders and conditions in which obesity or an overweight condition 
predominates in a mammal including Type 2 diabetes mellitus, hypertension, dyslipidemia 
and increased morality, the method comprising administering to said mammal: 

(a) a nicotinic receptor partial agonist ar a pharmaceutically acceptable salt 
thereof; and 
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(b) a CB-1 receptor antagonist or a pharmaceutically acceptable salt thereof; 

wherein the active agent "a" and "b" above are present In amounts that render the 
composition effective that render the composition effective in treating such disorder or 
condition. 

5 



